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PI JP 50095273 A 19750729 (197604)* <- 

PRAI JP 1974-1446 19731224 

IC A61K000-00; C07D00O-00 

AB JP 50095273 A UPAB : 19930901 

Isoxazoles (I): (R/ Rl = Ph or pyridyl with or without substituents , R is not 
= Rl) were prepared by reacting RCOCH2COR1 (II) with NH20H or its acid salt or 
by reaction of RC02R2 (R2 ester residue) ifch RlCMe : NOH (III). I have 
antiinflammatory and diuretic activities (no data). In an example, 1.0 g II 
R = 2,4-(HO) (MeO)C6H3, Rl = 3-pyridyl and 1.0 gNH20H.HCl in pyridine were refluxed 
1 hr. to give 64% of corresponding I. Also prepared from I 

R= 2,4-(PhCH20) (MeO)C6H3 / Rl = 3-pyridyl followed by hydrogenation over FcC. 
BuLi-hexane (10%, 15 ml) was added to 2.7 g III (Rl = -pyridyl) in THF under 
N at 0 degree, the mixture stirred for 30 min. , reacted with 3.92 g 
2,4-(PhCH20) (MeO)C6H3C02Me in TH for 15 min., and refluxed 1 hr. with 10% HCl 
to give 43% the corresponding I. 
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IC A61K0OQ-0O; C07D000-Q0 

AB JP 50095273 A UPAB: 19930901 

Isoxazoles (I): (R, Rl = Ph or pyridyiwith or without substituents , R is not 
= Rl) were prepared by reacting RCOCH2COR1 (II) with NH20H or its acid salt or 
by reaction of RC02R2 (R2 ester residue) with RlCMe : NOH (III). I have 
antiinflammatory and diuretic activities (no data). In an examp^lel.O g II 
R= 2, 4- (HO) (MeO)C6H3 , Rl = 3-pyridyl and 1.0 gNH20H.HCl in pyridine were refluxed 

1 hr. to give 64% of corresponding I. Also prepared from I 

R= 2,4-(PhCH20) (MeO)C6H3, Rl = 3-pyridyl followed by hydrogenation over PcC . 
BuLi-hexane (10%, 15 ml) was added to 2.7 g III (Rl = Spyridyl) in THF under 
N at 0 degree, the mixture stirred for 30 min., reacted with 3.92 g 

2 ,4-(PhCH20) (MeO)C6H3C02Me in THF for 15 min., and refluxed 1 hr. with 10% HCl 
to give 4 3% the corresponding I. 
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M2 *01* M123 M113 M126 M116 M139 M149 M210 M211 M231 M270 M281 M311 M332 
M321 M320 M280 M342 M340 M370 M391 F431 F620 G100 M532 M531 H401 
H441 H541 H542 N000 M510 S22 P420 M540 P722 P723 M720 M413 M902 
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COST IN JAPANESE YEN SINCE FILE TOTAL 

ENTRY SESSION 
FULL ESTIMATED COST 2383 2412 



SESSION WILL BE HELD FOR 6 0 MINUTES 
STN INTERNATIONAL SESSION SUSPENDED AT 11:56:23 ON 25 NOV 2002 




* XSL *t * * 



7 « 

a * 93 * . H VT 

********* 

W * *f 5 4 1 

(5>95) B2!«ff*-5C£4t 

«»» ^ «* & J*. 

5, « a a • 

**<R#^ 53 2 

^lfi^^:IS?fr«tt$JilKliDft«r9 6 2^ 

BI 5& SB ** 5*: <fr *± ffi 

t646>) .^a± «♦» m 1 £ 




49-001446 



®4$BBflB 50-95273 

@&&I3B Dg 50. (1 9 7 5) 7.29 

@iii8lB m*. (1973) if 

#gft3R (^4 g) 

P*<*3 44 



ye><3 44- 



©B #3-351 



® Int. CI 2 . 

(ttO?D4(il/o4: 
(u>7£>A\3/o4 



%m © £ * 
ID — •* 

R 1 — CO -CH, — CO - l 1 

■e*«fi*/o ^ - 1,3 - * * * mm* ± t 

c * % *« t + * — «kst 



12) ft A #lix^f *«»«;tT+f ^tT9 
> * + f ▲ H *.<* £*R|5»*** , X tt T * 



(fit r b'acfh* njLicmuQtnennm. 

# ©ft* o 



T 



(fit •» , 3k^rn£#ciltr0*nen«ifc& 



t * 3 n * a, 5 - tlft * y^4f/-^R| 

* © » * *c to > * .* 

St 

R 1 — CO — CB | - CO — R * CI> 

tat . R'a^*' **a*>*; 
•c^*nsro^>-i fg -**vaa*£fc 

R * — CO OR • (JQ 

(fit. ** I* HE L V »• U 

* * * ^ A Mr * * f « ) 

9 S> ********* J* i| t, < I* e ¥ 

CH t ~C-R» 



#B8 BB50-952 73 (2) 

r^*nsr-fc h 7 * / * * *- £" * if • l 
: * * T » * * c <!: ** -c # a . 

-'«2'*** + *-«- 7 jir* + i , 7 * ^ * * 
tf* , *2--<>'^^**j,_4-, Tjl , =1 + t , 

^ ft . . x ^ * .roe a, m . r * * it m -c * 

«*-tfR , **2---<Vi> J i»,*-+*,_ 4 _ r ^- > 

**W©Wo^ftiCi; i v * ± + */ - M m 
RfSit . m *4 it # 4* LB} <tkKo^^^T*> 



a © toi ^T tt ic -fc « -f y > ♦ - m m tSL iS 

it . a * it &m civd k m'wt tt m m'+ * m &T . 

*TT^*9*aa«5:ttL . c n k. fc V— # V 
a ft &m c« *RjB$ *r ^ M«y|#t 

at , 3. * - • a 4 v*^*y-*'0gjii W«> 
mm t lx it ,ft<5;-^t f vitt 

# . c o^fiiciiia <4'"a a s tt « a a # a 

*«*^TttlC^iitf . tt 3* tt OJ: Vitt a*fe * V 

a . * * « <o a » *t ^ * ci3 * cm tt « * *x 



R 1 -COCB,+»'COOR 4 !liS ^ r K T 

R " - COCH „-|-HB gOB -RCl > ZWj 

(mt . "'AcFR^ttwe^a-aataoL* 

R 4 fct x X ^ ^llflof) 




^X^CO^JH, 

£ a* i 

1 - C 2 - t K o + 5/ ' - 4 - / K * * -7 * *" 
*- ) - 3 - ( 3 - If ? V* ) - r D>ty . i r 



3 - & * > 1.0 ?&Uk K a 4- *> /V T « > Jfc 

to ?t e 9 s; > i s^RiKff l . a * 

2 - t K n + i/ - 4 - y A -^>- 

3 - < 3 - e •> i> ) - * v * 4- * v* — * * 

0~ 2 3 2 t ,«$ 6 4** 

(1) 1 - t 2 — *^^i^^*+^-4-> 

f /7 x-*' >-3 - c a - e 9 s> * ) - r « 

'« * - I. 3 - 'J * > 3. S f A tf fc K o 4- f a- 
T * y«H* 3. 5 f t e 9 ^ V 5 0 irfltfffl 

t k if $ l . m x tc * *fln m « * a * u . 
e a r * * cn«c^ po**A*»ji^ mm 



4>BR 8350-9 5 2 7 3 (3) 
* / - ^i»)fi«*tntf ,5 - ( 2 - ^ y 

^ * ♦ «> - 4 - > h + *7-s&*-)-8- 

#tftJH£LT2.0.1 ^ &nS 0 n»p. 1 54 
5 6t ,«* (H. 

7 *i* ) - 3-( 3 - 9 S> * ) - A V * 

+ + o. 5 f * * * / - » 2 o o ^ «: m 

m L I 0 « * 9 if * A ft « 0. 2 

tt « 5c * fx tt * - * S 3 6 w* * ft «t ft . 1 0 

T » & n * ft 9 j> ? x> ^ 

► «c t»»ft 1 1 k Jt ^ y — * & 0 HIS At 

rttf , 5 - ( 2-kKo4-i^-4-^ ► * i" 

.7 * ^ ) - 8 - t 8 - t» 9 0 » ) -.-fy* 

+ * y - » * » ft * * ft ± LT a i 5 
n* 0 2 2 9 ~ 2 3 1 T . * 4 0 * c 

• ftotns t — ft t fc o 



3 - 7*f 2.7 9 *> T ► 

* ± — + + > mm i s«f*Hk*icigT*r*B 

* * f - 4 - * t+f-ftA*****'. & o . 

2 ? © * ►5kro7^20rfiltiT 

m * < » l * . i o %~m m i 

0 o^CftliLTi * T ► * t r 

o 7 ? >**ffiTK«a;LftX*»ft***' 
****** ft tt 

- 4 - > ► ♦**»**>-»-<»-lf9 * 

* >-<fy***V-*tf>*t»A2.2 2 7 * 

»&n$»a* 4 a * o 

Mi t It tp. 1 6 4 ~ 1 5 6 TC%*f, 



4 

2 f --«>5>^3|-+i'-4' - > h * f T «* t- 
+ if J*Z.1\9 . 1 Q % 7 * A> 9 

+ +> ± — * <+ v * * ft 1 S«f + 

T * * X T * 1. Z 7 9 ,-?h**V*79y 

6 o * r & i o % mm i o o * o f mmm 
3 tmmtcRB - ft«ja*fftt^ . » - ( 2 
-^yjJ*i + l/-4 - y ► * v 7 * — ^ ) 
-5 - ( 3-e? 5?^>— -f v**i»-'/-^ 
<*> C iti & 1. 4 3^*»*^a* 4 0 f o 

*tLTop. 1 4 2-1 4 3x^^1-0 

n«A 4» * iE 



-633- 



5. mm m m *> a m 
ivm * m * 



#5B BS5D~952 73 (4+ 



W ^ /r £ 



1. * Pr <0 £ * 

2. §8 © £ «s 
4. ft 9 A 

«461) *H:t P|T «(| j£ . ; 

s. m ie o> n * ' - t . 

to -ff <o ^ o ^ iitte fx ^ <o « 

w « © a o 

2.28 



CD 



r fi l , b* .a cr r" j Kir£tao 

JLfl»3 IT^^eftB (flL . * ift 5t * T 

r m l . r 1 \t j * 

rfil , R 1 li J ic IT iEt 4o 
1 fTt ftit S ) © 



jE — 







©Int.CH 











-634- 



